wo 2005/082875 



PCT/US2005/005953 



CLAIMS 

Wliat is claimed is: 

1 . A process for preparing a taxane comprising the steps of: 
converting cephalomannine to a taxane intermediate having the 

structure: 




wherein R is at each occurrence independently selected from hydrogen and a hydroxy- 
protecting group; and 

converting the taxane intermediate to paclitaxel or docetaxel, wherein 
the step of converting cephalomannine to the taxane intermediate further comprises the 
steps of: 

converting cephalomannine to a cephalomannine aziridine 
analogue having the structure: 




wherein R is at each occurrence independently selected from hydrogen and a hydroxy- 
protecting group; and 

converting the cephalomannine aziridine analogue to the taxane 

intermediate. 

2. The process of claim 1 wherein the taxane intermediate is 
converted to paclitaxeL 

3. The process of claim 1 wherein the taxane intermediate is 
converted to docetaxel. 
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4. A process for preparing a taxane comprising the steps of: 
converting cephalomannine to a taxane intermediate having the 

structure: 




wherein R is at each occurrence independently selected from hydrogen and a hydroxy- 
protecting group; and 

converting the taxane intennediate to paclitaxel or docetaxel, wherein 
the step of converting cephalomannine to the taxane intemiediate comprises reacting 
cephalomannine with formic acid. 

5. The process of claim 4 wherein the taxane intermediate is 
converted to paclitaxel. 

6. The process of claim 4 wherein the taxane intermediate is 
converted to docetaxel. 

7. A process for preparing a taxane comprising the steps of: 
converting cephalomannine to a taxane intemiediate having the 

structure: 

,p OR 




wherein R is at each occurrence independently selected from hydrogen and a hydroxy- 
protecting group; and 

converting the taxane intermediate to paclitaxel or docetaxel, wherein 
the step of converting cephalomannine to the taxane intermediate ftirther comprises the 
reaction sequence: 
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wherein R is at each occurrence independently selected from hydrogen and a hydroxy- 
protecting group. 

8. The process of claim 7 wherein the taxane intermediate is 
converted to paclitaxeL 

9. The process of claim 7 wherein the taxane intermediate is 
converted to docetaxel. 
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10. A process for preparing a taxane comprising the steps of: 
converting cephalomannine to a taxane intermediate having the 



structure: 



AcO 



/? OR 




no Bz& 

wherein R is at each occurrence independently selected from hydrogen and a hydroxy- 
protecting group; and 

converting the taxane intermediate to paclitaxel or docetaxel, wherein 
the step of converting cephalomannine to the taxane intermediate further comprises the 
steps of: 

converting cephalomannine to a cephalomannine epoxide 
analogue having the structure: 




HCJ Bzd- AcO 

wherein R is at each occurrence independently selected from hydrogen and a hydroxy- 
protecting group; 

converting the cephalomannine epoxide analogue to a 
cephalomannine azido alcohol analogue having the structure: 

Q 




HO BzO 

wherein R is at each occurrence independently selected from hydrogen and a hydroxy- 
protecting group; and 

converting the cephalomannine azido alcohol analogue to the 

taxane intermediate. 
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11. The process of claim 10 wherein the taxane intermediate is 
converted to paclitaxel. 

12. (New) The process of claim 10 wherein the taxane intermediate 
is converted to docetaxeL 

13. A process for preparing a taxane comprising the steps of: 
converting cinnamoyl haUde to a cinnamoyl halide aziridine intermediate 

having the structure: 



baccatin III to provide a protected baccatin III aziridine intermediate having the 
structure: 



wherein R is selected from hydrogen and a hydroxy-protecting group; 

converting the protected baccatin III aziridine intermediate to a taxane 
intermediate having the structure: 



o 




N 
Ts 



wherein X is halogen; 



reacting the cinnamoyl halide aziridine intermediate with protected 





wherein R is selected from hydrogen and a hydroxy-protecting group; and 
converting tihe taxane intermediate to paclitaxel or docetaxeL 



14. 



The process of claim 13, wherein X is chloro. 
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15. A process for preparing a taxane comprising the steps of: 
converting cinnamoyl halide to a cinnamoyl halide aziridine intermediate 
having the structure: 

o 




wherein X is halogen; 

converting the cinnamoyl halide aziridine intermediate to an open chain 
cinnamoyl halide intermediate having the structure: 

NHTs o 



Ph- 




»Ac 



wherein X is halogen; 

reacting the open chain cixmamoyl halide intermediate with protected 
baccatin III to provide a protected baccatin III intermediate having the structure: 




HO BzO 



wherein R is selected from hydrogen and a hydroxy-protecting group; 

converting the protected baccatin III intermediate to a taxane 
intemiediate having the structure: 




Hcy 



wherein R is selected from hydrogen and a hydroxy-protecting group; and 
converting the taxane intermediate to paclitaxel or docetaxel. 



16. The process of claim 15, wherein X is chloro* 
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17. The process of claim 15, wherein tibe step of reacting the open 
chain cinnamoyl halide intermediate with protected baccatin III further comprises the 
steps of: 

converting the open chain cinnamoyl halide intermediate to a ^-lactam 
intermediate having the structure: 



AcO, 



J" 



o' Ts ; and 



reacting the p-lactam intermediate with protected baccatin III to provide 
the protected baccatin III intermediate. 
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18. A process for preparing docetaxel from cephalomaimine 
comprising the reaction sequence: 

O 




o 




wherein R is at each occurrence independently selected from hydrogen and a hydroxy- 
protecting group. 
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